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#8± ^ fig (*V3fc) 











(54) imiozm -fvn-^=>NiHwiw* 

(57) [KM] («EE*) 

mm ties: (i) 



o 

» M 



R-CH=< \=S ([) 
NT 

COOH 

(a) ^ny^I^ (b) h!/7;WtD^f/H, 
(c) *8£g> (d) ~hng, ( e ) ^/V^^rV/V 

8, (f) y (g) Da*«ia>e> 

(h) Sit 1^?)8 07/^S, T^dri/itl 
<H7/^;uftS, (i) 7 31=^15. (j) 
*>-S> (k) ^o*VS, (1) ^u^** 
*>S* (m) ^U^^v'g, ( n ) T-feh 
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R-CH 



O 



(i) 



5t*K Rf±B**ftXfc^^>/i<i:fcliB© (a) 
^nyyg^ (b) h!)7;^n^f;H, ( c ) * 

(d) -,hnS x ( e ) *jn*#*i/fl& % (f) 
y h*-># VESA'S, (g) {8**1^407/1/* 
**-CB*SivO*"Ct>J:vvr$y*, (h) ^iggcl 
A^8©7;p^I, 7;W3*->StL<l47M;vf 
#2, (i) (j) 7i;^S, (k) 

-<>^ndr^S x (1) y^UV^+v'S, (m) a: 
*fctt (n) T-fehT? KS-CB* 

£t>ttB» SEJtW^© 5 ^»v^i"*t*>— 

tf> (a) ^n-y^Jg^-, (bJ h^^P^f^ 
(c) MI> (d) =hDl t ( e ) 

(f ) y h*^*/wjp=/wS, (g) $l*#ia»P> 

4 ©7VU=*VWS-Cgg|$ tlTV t <fc V>T 5 ^ 
( h ) m%%l IfrbS <OT>V*,vm, T/Vzi L. 

< IST/l^/W^g, (i) 7i-M, (j) 7i; 
*fS, (k) -0^ndf->S, (1) ^fUVm 
~>g. (m) ac^H'^tf^S'S. (n) T-trh 
7 5 KS-CB***i-CV^57 3 :=A'S«raii-, B#Sl 

[nt*£3] Ri4B*£*i-cvvfei/vM>fc< iib 
<o (a) Any^, (b) by 7/i^-ny^/wg, 

(c) *K£, (d)=ba£, (e) J&^tf^/U 
(f) ^h*->*^;H, (g)^tSl^P) 

(h) &*»ia»f>8©7VW*A«, 7A-3ti/StL 

< ttTA'^/P^**, (i) 7x=;H, (j) 7x/ 
*->S, (k) •^Vv'n^iyS, (1) yf-l^Vi^Mr 
->S, (m) xfl/y^t+v'l, *fcfi (n) T-feh 
TS K£?Bft£JvO>S-J-797i'£«:*rt\ 

[H*54] Rtett&£ftTWj:v^'>/,K ifc lf@ 
© (a) /NnyviR^ (b) F^/^P^f/H, 

(c) tKKS, .(d) =hPl> (e) */U#*Hsfl> 
S. (f ) y h (g)JK»ftl^& 

(h) «*Rl«»b8©7/l'*/WI, 7/1'3+Vibt 

< liTA^A-f^g, (i) 7i-/H, (j) 7x7 
drv'g, (k) "SV^n^S/g, (1) y^U^-^df 



(m) x^n^^S/g, (n) T-feb 

i (cfB«o-r y D-^vNS^^Jfctt^ot, 
[t»*«5] Rd/>^< tta*, mmm*<o 

[000 1] 

BBB»fr«:W»*»i:-r*r/u K-^B5E»BHWM 
10 0 0 2] 

5o mmm&wmo-mk lx#v a— a^b«k©t 

A- K-^B5E»*^ifi¥ttB $*fCV^5. TA K-*3 
;J--AT-$> 5 y At* b-/K #5?<?-h-Xt£ if (CjI5c 

frti/r^s. ^^.«#PBBgs 7-2 8 0 73t, 1^5 7 

-2 8 074f, 1^57-28075^ ^57-40 
4 7 8f, 1^60-1 56378^ H61-5617 
53\ ^6 4-7 1 8 73f> iftBB¥2- 1 2 4 8 7 8 
EJ2-2 8 1 6 8^0>xi-?->%gX.^1fct L 

[0 0 0 3] 

[»W*s**Li5 4:-*-5HW] #3§9fr#P>fi. ffiftfc 

*fa*-ryo-y=>N»»*3ft**r^K-^a 

[0 0 04] 

[«wsr«»i-sfci«>©#a] *i6e«ii, -«« (i) 

[ft 2] 



R-CH 




(I) 



5£<K RttB**ftXfc^j^^*<i:t>lflo (a) 
-^oy^fH^ (b) F^/l'tD^f/l/S^ ( c ) * 
MM, (d) =hnS, (e) ^/WTjfdf-^S, (f) 
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* (g) Ml^b4(D7M 

/wSTS^$tiT^Tt><t^T^yS, (h) Mftftl 
8 0>7A'*A'S, T/v=2 ^ri/S t u < \%T;v*jv<1- 
*m+ (i) (j) 7x;^s, (k) 

^u^ri/l, (1) y^W^v^^ri/g, (m) * 
^-uv^^r^g, (n) T±hT$ Kg"C«& 

[0 0 0 5] «F*f»*O«5HS:^tP*M«e*tc0Tyi'* 

(n) (Dm&mr+m.&£i%x\,^z>y*~sumt lx\x 

3-Jfc|j:4-3-K7xn;K 2-, 3 -£fcl* 
4-^dp7x^;K 2, 4-^nn7i-;K 2, 
4, 6-hy^PD7xn;K 2 X 3, 4, 5, 6 
yfy/i'jfruy^^/u^ 4-hS7;^p^f;V7x=. 
A\ 2-, 3-*fc»4-b Kn*e/7x=^ 2-fc 
Kn^>-5-^aD7ir:;K 2-, 3 -£ fete 4- 
^hP7x^/K 2-, 3-*feli4-^;U#*^7x 
=A\ 2-, 3-, *fcf*4-y Y Crisis frft^/vy* 
2~, 3-Jfcfi4-7^7x^/K 4 - 
(N, N-^^f^) 7^7x^;K 4- (N, N- 
t?OL^/U) 7^/7x^/K 4-7th7^ K7x^ 
/K 2-, 3-4fctt4- h SJ/K 2-, 3-*fcte4 
-xf;U7x^/K 2-, 3-£ifctt4->f y:/ufc!> 
7cn^K 2-, 3-Sfc|j:4-tert-7 , f;V7x 
— /K 4 - s e c -^/V7x=;K 2-, 3-, £fc 
tt4-n-^/W7ji=/K 2, 3, *fcf44-^*S' 
^7x^/K 2, 4-*J**?;V7x.=^)V^ 2, 
f^7x^K 2, 6-^f/V7x^K (2--fy 
yp^-5-^;V) 2, 6-^V^p 

}f;Vy^jV, (2-t e r t-^/W-4-^^/W) 
7x^;K 2, 4-^-tert-^f;U7x^;K 
2, 6-y-ter t-^f/W7xx;V, 3, 5-v>- 
t e r t-^7ss^ 2, 4 6 - h U y fvi/37 
x^/K (2-ter t-^f/P-4, 6-v^y^AO 
7x^/K 2, 4. 6-HI-tert-^7x^ 
/K 2-, 3-*fctt4-^h^>7x=;K 2-, 3 
-ti1Z\*4-*b*i'y*~/K 2-, 3-, *fcl*4 
-7 f h^rV7xr.;K 2-. 3 -> £fclS4 -^3^>n 
*$/7:e=/K 2-, 3-, £fctt4-7:ny ^->7x 



0 



R-CHO (II) 




1 — CO 

[00 10] it^m (II) t (III)<&»Stt, 



~/K 2-, 3-, 4fctt4— ^P*S/7x=;l/, 
3, 4-v^^ har^7oin/K 3, 4 -S^^n 
y=n=L/^ 3, 4, 5- h !i y b^i/y^-fr, 2 - x 

3- *fc^4~^^U^7^n/K 2-, 3 

4- xf;l/ft7x^;K 4-lf7a:=^K 3, 4 -y 
fl/y^t^'>7x^K 3, 4-xf l/yv?t*i/7 

[0 0 0 6] R**i-B**ix'C^4i^>4< tfcl 
f@<0 (a) fcl^L (n) ^g«|g"CH«i$iX"CV^5i-7 
f^Stttlt l-t7f;K 2—ty^/K 2-y 

h*->-l— f7?7i\ 4-n^-l-t7f;K 
6-y h*"2/-2-^7^/U«a s **f fo*x5o 

[0 0 0 7] lMf, Mf. ttft*4triI*ft£J: 

ggi*. lift, *fctt«dtB : T-o9*) 

* *i b ttJMMT t mJ&ofi&gT* j§ a £ ftT v * 
[0 0 0 8] frSiL^Rfj:, 2-j-y?-^ 4-yh* 

: f-y^A^ % y^~/is y 4-/p^7x^;K 3 
-7'D ; e7x^;W 4-t Kp^r^7x^;K 2-~h 
ay^^/U, 3-^hP7x-;K 4--hP7x^ 
A\ 2-%/l'tf*i/y^~/\' > 4-%jV#*i/y^- 
A\ 4-y Y**s%;Vtf^;Vyx.=.j\s > 4 - (N, N- 
i^y^vKT^y) :7;n~/K 4-hU/K 3— h!>A\ 
4 - s e c-7 P nt>7x-;K 4-^ h^r^7x^ 
/K 4-^h+->7 3i^yK 4-^h^>7x^ 4 
-^^r>>aar>>^a:^K 4-7x7^>7x^;K 4 
-^^n^rv^^/K 3, 4, h^>7x^ 
A\ 3, 4-^y^P^>7xn/K 3, 4, 5 - h 

y y f^v^^/K 3, 4-^f uy^t^>7x^ 

A\ 3, 4-3i^U^^^r-^^3:n/K 4-\fy^~ 
vK 2 2-^yyK 2-t°a]j;K 3 — f 
^Ky/K 5->fyK!)/HitJb5. 
[0 0 0 9] -«SC (I) -e^stts 

fls£*£Htt*(III> (st*. Rttt&IEilSICStacS:* 

id -c**jx*{t4*tt-«* (iv) 

[ft 3] 



(III) HOOC^N^COOH 
(IV) 
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a. it&m (id kit&voau) t<D 
msx-mftztizmmt lti*. m*.t£*.mt# y t 
a, *.mt-r v v tJ*. imwL-x^stix. tm.-r v y 

V ]) i-hV VJ*/ h^iM K, 
-a^V, fc^U^y, fcT!J$?>\ Ty*-7^©T5 

aajuffcit*. ft-a-^ in) tit^mau) t<v$is?tt 

-»}C ttfls£» (I I) t£*f L Tfc^fe 
(III) 4:0. 9*>f>l. 2fff^-/wSa^ffl-TSro>45jjf* 

looi i] mmm* **y-/K x^/-^©7 

[o o l 2] *%W<Dik-&m (i) tefe^T, Rt-ry 
[0013] -f&& (i ) ■cssnsft^fttt, ^*pw 

Jg, acfvWT $ ^Jfi, W y7"o f /PT 5 t e r t 

-T'f^SyS, ^ n^yf;u7? ^ViM' 
7?yl, 7i^f^7?yl, f^y^yfc ^eyi 
*/ — ^jyfi, iSx.fi /ur Vi?>%L, 

[0 0 14] ifiii, (I) -(?ji*$ft5»«r&*n© 

W*tfa3fc^»f'THR5£ (I) WShSt 



mrZfrhSWt. 

[0015] *^w<o-8S: (i) Tfssnwyo- 

y^^^tt, 7A-K-*£*tJ&-f5#y ^--/HCjl 

[0 0 16] *38W»^*n5«faft-<yn-^=^ 
LTIt, 3-*A4(**';t?A'-4 — iv^y?* 
y-/fyn-^y ( 3-#>M?3->yfyv-4 - (4 

=^>y<7VP-4- (4-*/^i"<y^!)7y) ->< 
Vn-^y, 3-*;^^^^/P-4- (3, 4- 
y^U>v ? ^v"<>v?!Jf f » ->fyn-/sv, 3 
-^/W^df-^^^U-4- (2-^7fvwy-^uy) - 
^yn-y^y, 3 ^/U- 4 - (4--^ 

^w^y^yfy) yu—y-^^ 3-* 

/Hff^rV^f-yU-4- (2-^3i^Vp<^u-V) -4y 

n— y^V, 3 -*/W/-K^Vp<^/U-4- (4 t-yi? 

u^y^y^Vfy) -^yo-^y, 3-*/w#dr 

3-311/^^^-4- (2-^h^riy 

^y^!)7y) -^yo-y^ 3-*^dr->^^ 
(4-t± hrz b'^-y^Vfy) — fyn- 

y-V, 3-*^^v'^^/W-4- (4-^h=*-># 
A'#5i/W<>'^ D x ^) -fyn-^y s 3-^/WjK 
dr->^^w-4- (4-7'D*'<y-y!)7y) -^fyn 
3-*/P,-Jfdrixy^-4- (4-^y^n 

[0 0 17] 3-*/P^^r~>y^/W-4- (3-7d* 

^-4- (3, 4-^hJf-y'<y^!)7y) -- r yn 

-^-y, 3-*/W/-K^iyy5 : -/U-4- (n-yh=Jr-> 

^y-^Dfy) -^yo-y=y, 3 

yu-4- (3-^f^y-^!)7^) — r y n-y= 

3-*/W*>~>-^f-/W-4- (4 -^i/a^-J/^ 

v^y^y) -^yc-^y. 3-*/w^dr->y^-/w 
-4- (7x;4r-y<y-yy7y) -^yn-^y, 
3-*/l'7Kdf->^f L /W-4 - (4-= hdf-^^JJf* 
>-) — fyn-y^ 3-*/^d E -^y ; 5 L /w-4- 
(4-yf/vf^y^y7y) — fyn-^y ( 3 

-7J/W#=¥->y^>W-4- (3, 4, 5-hy^h^V 
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/W-4- (4 -7xL~A^OWf» — fyn-^ 

w^vu-4- (3, 4-^y^D^^^yf 

y) -^ya^y, 3 -^jv^i/t ^)V- 4 - 
(4-^ h^-i — ^^yM^-u:/) -^yn- y 

[0 0 18] ^JSW^fk^oRjtWSraTt^-r*. 
[ft 4] 

0 

ft- 

N 

bfcmt-rhVVJ* (2 2 5. 5g)*»»(2. 5 ]) 
h^T^«E»«SLfc. 2SiS&7 5%H 2 S0 4 (6 



ft1-5t«JB©fb-&«>^ l 2 o g (3 3%) mbixtc 

[00 19] *&W<D8#)<k&® 

Ml 

3-*/i>tf*i/* s f-si>-4- (3, 4-*?-uy*Jjr*c 

^ya-^VNftill. 9 1 g (1 Ommo 1) , 
3, l/>mi"<yX7^ft Kl. 05g 

(7mmo 1 ) , MASMi-hV <>M,1. 6 4 g (2 0 
mmo 1) Zmmctoz., 8 0tlCT2 0B$ffi 

&<D<k&®)&7 6 6mg (3 4%) #bixfc„ 
[0 0 2 0] ffil 2 - 2 7 

145T^rt K*rfflv\ 0S 1 1 mmiz LXm 1 Kg* 
t^-tirT* 1 NMRi4t'<tDMSO-d 6 
[00 2 1] 

[&1] «1 
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0 

r - ch "0= 



s 

!— COOH 



m R NMR (PPM) 

1 39 5.2M2I.s),6.20<2K.sM.08(lH.8).7.11 

(IB. 8). 1. UdH.d). 7. 67 (IH. •). 13. Sfl 
(IB.bs) 

I CH 8 -^2^- 20 2.S4(SI.s) ( 5.20(2H.J). 7.0S(lH.l). 

7.23(2B.d>.7.M(2B.d) 
20 5. 20 (2H. «). 7. 19<1H. *). 1. 17(tt. d). 7.95 

(2B.d).lI.»(lH.bi) 
3 5. U(2E. b),7. ZZUH. si. 7. 4S-7. 57UH.&) 
7.77-7.*3(2H.«).H.52(lB.b8) 
24 5. 1S(2B.i).7.20(LK ( »).7. 58-8. 0 1 (6B. i) 
«.35(IH. s) 

CHi a 3.14<BH.s),5.32(2R.*).5.83(2H.<J>. 



>-<Oh 

CH, ^ 7.02(LH.8).8.07{2H.d).L3.4S(LB.b8) 



S 8.<J2(2R.8) t 13.51<JH.b8) 



[*2] 
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^1 o~^s* 



m 



NMR (PPM) 



6 <oVo^oV 13 



• CH a O-<£>^- « 
10 <S) 



OCH» 

11 / — V 27 

n ch,ooc-^o)- i« 



15 



Bt 

16 CH,0. 
CHeO 



22 



5.27(2H, s>,5. 30<2H. *).7. 14-7. 1 9 (3B. n) 
7.4 2-7. 57<5H. a) . 7. 9 7 <ZH. d>. 13. S3 
(lB.bs) 

3. 82 (SB, s). 5. 22 (2H. s). 6. 91-7. Q6(3H»b) 
7.89(2H,d).13.43<lH.ba) 

3. 81 (3H. s) . 5. 1S(2H. a). 6. 9 1-6. 96 <2H. n) 

7 . 01 (IB. d). 7. 89-7. 45 (IE. ■) 

2. 16 (3H. b). 5. 29 (2H. b). 7. 11 (1H. s). 7. 71 
(2H.d). 7. 90(2H.d),lO.33(lH. s),13. 52 
(1H, bs) 

3. 96 (3E. G), 5. 27(2H, s). 7. 28 (1H. s>. 7. 87 
(2H # d).8.0S(2H.d) t 13.S4(lH.bs) • 

6. 27 (2H. s). 7. 18 (1H. fi). 7. 70(ZB. d>, 7.7 5 
<2H. d). 13. 55C1H. bs) 

1. SKBH.d}.!. 01 (1H. aept). 5. 30 (2H. s). 
7. 16 (lfl. «) , 7. 38 (2B. d). 7. 8 1 (2H. A) . 
LJ.SOUR, bs) 

U(2H. s). 7. 19 (IB. s).T.47<lH, t). 7.71 
(II. d).Mf(U.d). I. »(».«). 11.51 
(lH.be) 

1.47(3H. 8). 3. 92 (3H. »).$. 31 (2H. a), 7. 11 
(1H. s). 7 : 14(1H.«),7. 64(1H, d),7.7fl ClH.s) 
. 13.52(11. bs) 
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[*4] 



m R NMR(PPM) 

17 CaHoO-ZoV 11 1.0»OH,t),1.53(2H.sext).1.80(2H. 

qslnt ). 2. 59 (2H. t). S. 11 (2H, s), 7. 08 (2B. 
d).T. IS(lB.s). ?. 91<2B.d>. IS. 50C1H. bs) 

18 {Oh « 2.32<3K. i).S.20(». »). 1.05-7. S7(5B.i> 



CH, H.39(lH.bs) 

lJ CiHi 8 0-^y 2 0.85-0. »(».■). 1. 20-1. 44(68.11). 1.67- 
1. 77(2H.»). 4. 01-4. 06 (2B. n). 5. 22(2K. $) 
. 6.96-7. 05(SH,ni).7.B8(2H.d). 13.42 
UH.bs) 

20 C.H*0-<Q)- 26 1.43<H,t).4.19(2H.q).5.30(2H.s>.7.07 

(lB.d).T.lS(lB.s).7.37{lB,d),13.50 
(lH.bs) 

21 (Q)- 0 -4Q)- 26 5. 28(21, 8), 7. 0S-7. 34<CH.n). 7.50-7.57 

" " (2H.n).T.94(2H.d).13.56(lH,bs) 

22 CH»S-^C^ 20 2.51(31 a s).4.IO{2B.i).f.T4(lH»s).1.2l 

(2H.d) 1 7.72(2H.d) 

CH 8 Ov 

23 CHjO-^O/- 18 8.6C(3I.i), S. 79(3H.«>. 4. 81{1B. d). 5.07 

CH b O UR, d), 5. 41(11. V. 6« » (1H. «) 

24 Q^Qy a 5.04(2B.B).5.97(lfl>s). 7. 44-7. 96 (9H.a) 



mi 








m 


R 




NMR (PPM) 



25 .CK^-v.^ 26 4.Sfi<2H.d).4.40(2B.d).5.28<2H.s),7.00 

(lH.d).7.07(lH.s).7.48{lH.d).7.66 
(lH.s). 13. 43 (1B # bs> 



CM 



26 Ph^O^^ ' 7 4. 88(2H,a),5.09(2H,8).5.18(2H.s).7.06 



Phs^O^^N (ih. s), 7. 12-7. 56 (12H. ■). 7. 80 (IB. s) 

27 U 4.04(3B.s).5.34(2B.s).7.03<lB,d).7.34 

-7. 92(5fl,n), 8. M-B. 32(1H. n) 

OCH. 

[0 0 2 2] *|8 M <PJb # W J W gd gc ?y h^7K B u B ^^b#bn 7 c T/w K-*il7E#*«rJ8^ 

a2JC*58W{k^*^T/l/K— ^a5£»*B*f^fflSr* "C, J. Pharmacol. Exp. Ther. 22 

1" 0 9:226-230(1984) (DfE^cO^ftlC&oT 
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n?*i±&m i ~ 2 7 mt&mcn^tZo I* 5 ] 

S2 TA' K-*at5cI?iSiPfiiSfiH4 (in vitro) 



[«6] 



[0023] ^mwik-erVoo^ma^x. xY^y 
yvy ^mmm^my v y *m^ifmm* l»i-„ 
m%m<Dmmmt u-c* y ^Y^Y^mmmmmy 

[0 0 2 4] mmmyy Yvitm 

SD^Stttyj/ Y(om»MK. * Yvy°YVY^*G 
Omg/ml/kgir&S X. 5 (C^aAS*(^*Ufc^Sr 

iieis-5-u iifiyy h$r^»Lfc 0 m^m<omm. 



I C so (M) 



1 


9 


. 0 X 1 0" 9 


2 


2 


. 8 X 1 0 " 7 


3 


2 


. 3 x l 0" 7 


4 


3 


. 2 X 1 O" 7 


5 


2 


. 2 x 1 0 ~ 7 


6 


1 


. 5 x l 0 " 7 


7 


3 


. 4 X 1 O" 7 


8 


2 


. 4X10" 7 


9 


2 


. 5 X 1 O" 7 


1 0 


8 


. 0 X 1 0 " 8 


1 1 


5 


. 0X10" 7 


1 2 


4 


. 6 x 1 0 " 7 


1 3 


2 


. 9X10" 7 


1 4 


1 


. 7X10" 7 


1 5 


3 


. 4 X 1 0 " 7 


1 6 
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